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AMENJDMEIVTS TO THE CLAIMS 

L (Previously presented) A compound having the formxila (I): 



,CONH2 
O 




HO2C 
and salts thereof; 

wherein R is: 



> 



(I) 



wherein X and X" are independently selected from C=0, C=S, C=NH, 
C=NR^ S=0 or SO2; 
wherein n is 1; 

wherein B?^ is selected from alkyl, alkenyl, aJkynyl, aryl, heteroaiyl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or cart>oaIkoxy; 

wherein B is X"R^, H, alkyl, alkenyl, alkynyl, aiyl, heteroaiyl, cycloalkyl 
or heterocyclyl; and 



PAGE 5133* RCVD AT 12/8120032:20:34 m [Eastern Standard Time] ' SVR:USPTaEFXRF-1M ' DNIS:8729306' CS{D:7818610566' DURATION (inin-ss):06-14 



12/08/2003 15:20 FAI 7818610566 CUBISX PH.\RMA ©006 



U.S. Application No, 09/738,742 Attorney Docket No. C058 

whercin R^is selected from hydrido, alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyl, heterocyclyl or hydroxyl; 

whercin A is H, NHj, NHR^, NR^R^ heteroaryl, cycloalkyl or 

heterocyclyl; 

wherein and R'' are independently selected from alkyl, alkenyl, alkynyl, 
aiyl, heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 

provided that when B is H and X is C=0, then A is other than 

(a) a pyridinyl ring substituted with a single NHC(0)R^ substitutent or 

(b) a (Cs-Ce) saturated cycloalkyl ring substituted with a single 
NHC(0)R*^ substitutent, wherein R^is (C1-C17) unsubstituted alkyl or (Cz-Cn) 
unsubstituted alkenyl; 

wherein R* is 

^ ' (X-) A- 

wherein X' and X'" arc independently selected from CO, C=S, C=NH, 
C=NR^', S=0 or SO2; 

wherein m is 0 or I; 

wherein R''' is selected torn alkyl, alkenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' is X"'R^, H, alkyl, alkenyl, alkynyl, aiy), heteroaryl, cycloalkyl 
or heterocyclyl; 

wherein R'^'is selected from hydrido, alkyl, alkenyl, alkynyl, aiyl, 

3 
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heteroaryl, cycloalkyl, heterocyclyl or hydroxyl; 

wherein A' is H, NH2, NHR^ NR^R^', alkyl, alkenyl, alkynyl, alkoxy, 
aiyloxy, aryl, heteroaryl, cycloalkyl or heterocyclyl; 

wherein R"^' and R^' are independently selected from alkyl, alkcnyl, 
alkynyl, aryl, heteroaryl, cycloalkyl, heterocyclyl or carboalkoxy; 

wherein when m is 0, then A' is additionally selected from the group 

consisting of: 

->"P OR^ -^-P R^ and ->-P OR^O 



OR^' R^ r53 

wherein each of R^^-R^^ is indq)endently selected from Ci-Cis alkyl; 
alternatively, wherein B' and A' together form a 5-7 membercd 
heterocyclic or heteroaryl ring; 

wherein R"^ is 
J 




wherein K and K' together form a C3-C7 cycloalkyl or heterocyclyl ring or 
a Cs-Cio iiryl or heteroaryl ring; 

wherein J is selected from the group consisting of hydrido, amino, NHR\ 
NR^^ alkyl, alkenyl, alkynyl, alkoxy, aryloxy, aryl, heteroaryl, cycloalkyl, heterocyclyl. 
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alkylamino, hydroxy!, thio, alkylthio, alkenylthio, suliinyl, sulfonyl, azido, cyano, halo, 



consisting of alkyl, cycloalkyl, heterocyclyl, aiyl and heteroaryl; orR^"^ and R^^ together 
fonn a 5-8 membered hcterocycjyl ring; 

wherein R^ and R^ are independently selected ftom alkyl, alkenyl, alkynyl, 
aryl, heteroaiyl, cycloalkyl or hetcrocyclyl; or 

alternatively, wherein J, together with R^"^, forms a 5-8 membered 
heterocyclyl or cycloalkyl ring; or 

alternatively, wherein J, together with both R^^ and R^^, forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heteroaryl ring; and 

wherein each of R^^ and R^^ is independently selected from the group 
consisting of hydrido, halo, hydroxyl, alkoxy, amino, thio, siilfinyl, sulfonyl and 




and 




wherein each of R-^ R^, and R^^is independently selected from the group 




;or 



wherein R^*^ and R'^ taken together can form a group consisting of ketal. 



thiokctal, 




— O » =>=S ^ =>=NOR^ and =<=NNr22f^23 



wherein each of R^^ and R^^ is independently selected from the group 
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consisting of hydrido and alkyl. 



2. (Previously presented) A compound having the fbmiula (I): 




N (X)^ A 



wherein X and X" are independently selected from C=0, C=S. C-^NH, 
C=NR^, S-O or SO2; 
wherein n is 1; 

wherein R'"^ is selected Scorn alkyl, aljcenyl, alkynyl, aryl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B is X"R^, H, alkyl, alkenyl, alkynyl, aiyl, heteroaryl, cycloalkyl 

6 
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or heterocyclyl; and 

wherein is selected from hydrido, alkyl, alkenyl, alkynyl, aryl, 
heteroaryl, cycloalkyi, heteix)cycJyl or hydroxyl; 

wherein A is aryl; 

provided that when B is H and X is C=0, then A is other than a phenyl 
ring substituted with either: 

(a) -0-((C8-Cj5) unsubstituted alkyl), wherein said phenyl ring may be 
further optionally substituted with one substituent selected from halo, nitro, (C1-C3) alkyl, 
hydroxyl, (C1-C3) alkoxy or (C1-C3) alkylthio; or 

(b) '-'NHC(0)R^, wherein the phenyl ring may be further optionally 
substituted with 1-2 substituents independently selected from amino, nilro, (Ci-Ci) alkyl, 
hydroxyl, (C1-C3) alkoxy, halo, mercapto, (CrC3) alkylUiio, carbamyl or (C-Ca) 
alkylcarbamyl, wherein is (Ci-Ci?) unsubstituted alkyl or (C2-C17) unsubstituted 
alkenyl; 

wherein R} is 

^ ' (X-jm A' 

wherein X' and X'" are independently selected from C=0, C=S, C=NH, 
C=NR'^-,S=OorS02; 

wherein m is 0 or 1; 

wherein R''"' is selected firom alkyl, alkenyl, alkynyl, aiyl, heteroaryl, 
cycloalkyl, heterocyclyl, hydroxyl, alkoxy, carboxy or carboalkoxy; 

wherein B' is X"'R'^', H, alkyl, alkenyl, alkynyl, aiyl, heteroaryl, cycloalkyl 
or heterocyclyl; 

7 
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wherein R^' is selected from hydrido, alkyU alkenyl, alkynyl, aiyl, 
heteroaryl, cycloalkyl, hetcrocyclyl orhydroxyl; 

wherein A' is H, NH2, NHR^', NR^'R^^, alkyl. alkenyl, alkynyl, alkoxy, 
aryloxy, aryl, heteroaryl, cycloalkyl or heterocyclyl; 

wherein R"^' and R^' are independently selected from alkyl, alkenyl, 
alkynyL. aryl, heteroaiyl, cycloalkyl, heterocyclyl or carboalkoxy; 

wherein when m is 0, then A' is additionally selected from the group 

consisting of; 

0 0 Q 

k I 50 k II S2 <> II 

-S_p OR^^ -^-P >_\\ 



Wherein each of R^^-R*''^ is indqjendently selected from C] -C15 alkyl; 
alternatively, wherein B' and A' together form a 5-7 membered 
heterocyclic or heteroaryl ring; 

wherein is 
J 




wherein K and K* together fom a C3-C7 cycloalkyl or heterocyclyl ring or 
a C5-C10 aryl or heteroaryl ring; 

wherein J is selected from the group consisting of hydrido, amino, NHR\ 
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NRV, alkyl, alkenyl, alkynyl, alkoxy, aiyloxy, aryl, heteroaiyl, cycloalkyi, heterocyclyl, 
alkylamino, hydroxyl, tbdo, alkylthio, alkenylthio, sulfinyl, sulfonyl, azido, cyano, halo. 




A. 



and 

wherein each of R^^, R^^, and R^*^ is independently selected from the group 
consisting of alkyl, cycloalkyi, heterocyclyl, aryl and heteroaiyl; or R^"^ and R^^ together 
form a 5-8 mcmbered heterocyclyl xing; 

wherein R^ and R*^ are independently selected from alkyl, alkenyl, alkynyl, 
aryl, heteroaiyl, cycloalkyl or heterocyclyl; or 

alternatively, wherein J, together with forms a 5-8 raembered 
heterocyclyl or cycloalkyl ring; or 

alternatively, whereui J, together with both r'^ and R^^ forms a 5-8 
membered aryl, cycloalkyl, heterocyclyl or heterxDaryl ring; and 

wherein each of R^^ and R^® is independently selected fix?ra the group 
consisting of hydrido, halo, hydroxyl, alkoxy, amino, tbio, sulfmyl, svdfonyl and 

NOR^ 
^ ;or 

wherein R*^ and R^^ taken together can fonn a group consisting of ketal, 

thioketal, 

>=0 > =>=S y =^=nor22 and =5=nnr22r^^ 
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wherein each of and R^^ is independently selected from the group 
consisting of hydrido and alkyl. 

Clainas 3-4 (Canceled) 

5. (Previously presented) The compound according to claim 1, wherein R is 
selected from the group consisting of: 




wherein each of R^, R^, R^, and R* is independently selected from the group consisting of 
hydrido, alkyl, aryl, heterocyclyl and heteroaiyl, and wherein R^^ is selected from the 
group consisting of hydrido, heterocyclyl, and hetei-oaiyl. 

6. (Previously presented) The compound according to claim 5, wherein R is 
selected from 



10 



PAGE 13/33 ' RCVD AT 121812003 2:20:34 PM [Eastern Standard Time] ' SVR:USPT0ffXRF-1/4 ' DNIS:8/29306 * CSID:7818610566 ' DURATION (mm-ss):0M4 



12/08/2003 15:22 FAX 7818610566 



CUBIST PHARMA 



(21014 



U.S. AppUcation No. 09/738,742 Attorney Docket No. C058 




and wherein R"^ is selected from the group consisting of heteroaryl, and heterocyclyl. 

7. (Previously presented) The compound according to claim 6, wherein R is 

^^^^iL-,^ / (Cs-Ci3)-strafght-chain alkyi 
H 

3 

8. (Currently amended) The compound according to either of claims I or 2, 
wherein is selected from the group consisting of: 




NH2 



Ji , and ^ r 

H H 

11 
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wherein is selected from a natural amino acid side chain or an amino 
acid side chain that is not naturally occxirring; 

wherein each of R^, R^*^ and R' ^ is selected from the group consisting of 
hydrido, alkyl, arjd, heterocyclyl and heteroaiyl; 

wherein R^ ^ is selected from the group ee nflisiting consisting of 
heterocyclyl, heteroaiyl, aiyl, and alkyl and 

wherein R'^ is selected from (Ci-C^-alkyl) and aryl. 

9. (Coirently amended) The compoimd according to claim 8, wherein is 
selected from tlie group consisting of: 

O 




NH2 



'A • 

H 




wherein R^ is selected from tryptophan side chain and lysine side chain; 
wherein each of R**' and is mdependently selected from hydrido and 



alkyl; 



wherein R^^ is selected from imidazolyl, N-methylimida20lyl, indolyl, 
quinolinyl, benzyloxybenzyl, and bcnzylpiperidenylbcazyl; and 
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wherein is s e l e ct e d from Auotot^^ oe trifluoroineth>1. 



10. (Previously presented) The compound according to eithei- of claims 1 or 2, 
wherein 3 is selected friom the group consisting of hydrido, amino, azido and 



wherein R*^ and R^^ taken together form a group selected from ketal. 



I — O and =>=:n0R^ 

7 

or wherein R'''' is hydroxyl when R'^ is hydrido; 

or wherein J, together with R^^ forms a hcterocyclyl ring. 

11. (Original) The compound according to claim 1 0, wherein R^ is selected from 
the group consisting of 




K' 



K 



and 



Rir R'^ 
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wherein R^' and taken together form a group selected from 
and =:>=NOR^ 



^ , wherein R^^ is selected from the group consisting 

of H and alkyl; and wherein R^^ is selected from the group consisting of hydrido, amino, 
S 



Claims 13-14 (Canceled) 

15. (Previously presented) A pharmaceutical composition comprising the 
coTi^Jound according to cither of claims 1 or 2 and a pharaiaceutically acceptable carrier. 

16. (Currently amended) A method of treating or pr e venting abacterial infection 
in a subject, comprising the step of administering a therapeutically-effcctive amount of 
the pharmaceutical composition according to claim 15 to a subject in need thereof for a 
time and under condi tions effective to control or eliminate said bacterial infection . 



azido and 




12. (Original) The compound acccording to claim 11, wherein R^ is 
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17. (Currently amended) The method according to claim 16, wherein said subject 
IS selected from the group consisting of a human, an animal, a cell culture and a plant. 

18. (Original) The method according to claim 16, wherein said bacterial infection 
is caused by a gram-positive bacteria. 

19. (Original) The method according to claim 18, wherein said bacteria is an 
antibiotic-resistant bacteria, 

20. (Original) The method according to claim 19, wherein said antibiotic-resistant 
bacteria are resistant to an antibiotic selected from the group consisting of vancomycin, 
methicillin, glycopeptide antibiotics, penicillin and daptomycin. 

21. (Original) The method according to claim 16, further comprising the step of 
co-administering more than one compound of Formula (I) to a subject in need th ereof 

22. (Original) The method according to claim 16, further comprising the step of 
co-administering an antimicrobial agent other than a compound of Formula (1) to a 
subject in need thereof. 

23. (Previously presented) The method according to claim 22, wherein said 
antimicrobial agent is selected from the group consisting of penicillins, carbapenems, 
cephalosporins, aminoglycosides, bacitracin, gramicidin, raupirocin, chloramphenicol, 
diiamphenicol, fiisidate sodium, lincomycin, clindamycin, macrolides, novobiocin, 

15 
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polymyxins, rifiimycins, spectmomycin, tetracyclines, vancomycin, teicoplanin, 
streptogramins, anti-folate agents, trimethoprini, pyrimethamine, synthetic antibacterials, 
nitroimidaxoles, quinolones, fluoroquinolones, isoniazid, ethambutol, pyrazinamide, 
para-aminosalicylic acid (PAS), cycloserine, capreoxnycin, ethionamide, prothionamide, 
thiacetazone, viomycin, eveminoniicin, glycopeptid% glycykyclinc, ketolides, 
oxazolidinoneSj imipenen, amilcacin, netilmicin, fosfomycin, gentamicin, ceftriaxone, 
Ziracin (56-deacetyl-57-demethyl-45-0-de(2-methyl- 1 -oxopropyl)-l 2-0-(2,3 ,6-trideoxy- 
3-C-mcthyl-4-0-methyl-3-nitro-alpha-L-arabino-hexopyranosyl)flambamycin), 
LY333328 (oritavancin), Linczolid (N-[[(5S)-3-[3-fluoto-4-(4-moipholinyl) phenyl]-2- 
oxo-5-oxazolidinyl]methyl]acetamidc), Synercid (dalfopristin-quinupristin). Aztreonam 
(2-[[(Z)-[l-(2-ainino-4-thia2olyl)-2.[[(2S,3S)-2-niethyl-4-oxo-l-sulfo-3-a7.etidinyl] 
ainino]-2-oxoethylidene]ainino]oxy]-2-methyl-propanoic acid), Metronidazole (2-methyl- 
S-nitro-lH-imidazole-l-ethanol), EpiToprim (5-[(3,5-dielhoxy-4-(lH-pyiTol-l- 
yl)phenyl]mcthyl]-2,4-pyrimidinediamine), OCA-983 (l-[[(2S)-2-amino-3-methyi-l- 
oxobutyl]amino]-2,5-anhydro-3-S-[(4R,5S,6S)-2-caiboxy-6-[(lR)-l-hydroxyethyl]-4- 
methyl-7-oxo- 1 -azabicyclo[3 .2.0]hept-2-en-3-yl]-l ,4-dideoxy-3-thio-D-threo-pentitol), 
GV-143253 (trinem), Sanfetrinem ((IS, 5S, 8aS, 8bR)-l, 2, 5, 6, 7, 8. 8a, Sb-octahydro-l- 
[(lR)-l-hydioxyethyl]-5-roethoxy-2-oxo-azeto[2,l-a]isoindole-4-carboxylicacid), CS- 
834 ((4R, 5S, 6S)-6-[(lR)-l-hydroxyethyl]-4-methyl-7-oxo-3-[[(3R)-5-oxo-3- 
pyirolidinyl]thioJ-l-axabicyclo [3.2.0]hept-2-ene-2-carboxylic acid (2,2-dlmethyl-l- 
oxopropoxy)methyl ester), Biapenem (6-[[(4R,5S,6S)-2-carboxy-6-[(lR>l- 
hydroxyethyI]-4-methyl-7-oxo-l-azabicyclo[3.2.0]hept-2-eTi-3-yl]thio]-6, 7-dihydro-5H- 
pyrazolo[l,2-a][l,2,4]tria7.ol-4-ium inner salt), KA 159 (stipiamide), Dynemicin A 
((1 S,4R,4aR, 1 4S,1 4aS, 1 8Z)-1 ,4,7, 1 2, 1 3, 14-hcxahydro-6.8, 1 1 -trihydroxy-3-methoxy- 1 - 
methyl-7,12-dioxo^a,14a-epoxy-4,14-[3]hexeQe[l,51diynoiiaphtlio[2,3-clphenanthridine- 
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2-carboxylic acid). DX8739 ((4R,5S,6S)-3-[[(3S.5S)-5-[[4-[(2S)-5-amiiio-2-hydroxy-l- 
oxopentyl]4-piperazinyl]carbonyl]-3-pyrroUdinyl]thio]-6-[(lR)-l-hydroxyethyl]-4- 
methyl-7-oxo-l-a2abicyclo[3.2.0]hept-2-ene-2-carboxylic acid), DU 6681 ((4R,5S,6S)-3- 
[[(6S)-6,7-dihydro-5H-pyrrolo[ 1 »2-a]imidazol-6-yl]thio]-6-[( 1 R)- 1 -hydioxyethyl]-4- 
methyl-7-oxo-l-azabicyclo[3.2.0] hept-2-ene-2-carboxyIic acid), Cefluprenam ((2E)-N- 
(2-arQino-2-oxoethy))-3-[(6R,7R)-7-[[(2Z)-(5-ainiiio-U,4-thiadia2ol-3-yl)[(fluoro 
methoxy)iiTiino]acetyl] aTOino]-2-carboxy-8-oxo-5-thia-l-a2abicyclo[4.2.0]oct-2-en-3-yI]- 
N-ethyl-N-methyl-2-propen-l-amiiiium inner salt), ER 35786 ((4R.5S,6S)-6-[(lR)-l- 
hydroxyethy)]-3-(((3S,5S>5-[(R)-hydroxy(3R)-3-pyrrolidinylmethyl]-3- 
pyrrolidinyI]thio]-4-methyl-7-oxo- 1 -azabicycIo[3.2.0]hept-2-ene-2-carboxylic acid 
monohydrochloride), Ccfoselis ((6R,7R)-7-[[(2Z)-(2-amino-4-thiazolyl)(methoxy 
imino)acetyl]ainino]-3-[[2,3-dihydro-2<2-hydtoxyethyl>3-imino-lH-pyrazol-l- 
yl]metliyl]-8-oxo-5-thia-I-azabicyclo[4.2.0]oct-2-ene-2-carboxjiicacid), Sanfetiincm 
celexetij ((lS,5S.8aS,8bR)-l,2,5,6,7,8,8a,8b-octahydro-l-[(lR)-l-hydroxyethyl]-5- 
methoxy-2H3xo- zeto[2,l-a]isoindole-4-carboxylic acid 1 -[(cyclohexyloxy)carbonyl] 
oxy]ethyl ester), Cefyirome (l-[[(6R,7R)-7-[[(2Z)-(2-amino-4- 

thiazolyl)(methoxyimino)acetyl] amino]-2-carboxy-8-oxo-5-thia-l-a2abicyclo[4.2.0]oct- 
2-en-3-yl]mcthyl]-6,7-dihydro-5H-cyclopenta[b]pyridinium inner salt), HMR-3647 (3- 
de[(2,6-dideoxy-3-C-inethyl-3-0-methyl-alpha-L-ribo-hexopyranosyl)oxy]-ll,12- 
dideoxy-6-0-methyl-.3-oxo-12,ll-[oxycaibonyl[[4-[4-(3-pyridinyl)-lH-imidazol-l- 
yl]butyl]iniiDo]]-erythromycin), RU-59863 (C-7 catechol substituted cephalosporin), KP 
736 C(6R,7R)- 7-[[(2Z)'(2-amino-*-thiazolyl)[[(l,4-dihydro-l ,5-dihydroxy-4-oxo-2- 
pyridiryl)inethoxy] imino]acetyl]amino]-8-oxo-3-[(l,2,3-thiadiazol-5-ylthio)methy]]-5- 
tlua-l-a7-abicycIo[4.2.0]oct-2-ene-2-carboxyhc acid disodium salt), Rifalazil (l',4- 
didchydro- 1 -deoxy- 1 ,4-dihydro-3 •-hydroxy-5'-[4-(2-methylpTopyl)- 1 -piperazinyl ]- 1 -oxo- 

17 
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rifamycin Vm). MEN T0700 ((5R,6S)-3-[[(2-amino-2-oxoethyl)niethylainino]methyl]-6- 

r(TR)-l-hydroxyethyl]-7-oxo-4-th)a-l-azabicycIo[3.2.0]hept-2-ene-2-carboxyIicacid), 

Lenapenem((4R,5S.6S)-6-[(lR)-l-hydroxyethyI]-3-[[(3S,5S)-5-((lR>l-hydroxy-3- 

(methylamino)propyl]-3-pytrolidinyl]thio]-4-methyl-7-oxo-l-azabicycIo[3.2.0]h^^^ 

ene-2-caTboxyUc acid), BO 2502A ((4R,5S.6S)-3-[(2S,3*S,4S)-[2,3'-bipyrTolidin]-4- 

ylthio]-6-[(lR)-l-hydroxyethyI]-4-methyl-7-oxo-l-azabicyclo[3.2.0]hept-2-ene-2- 

carboxylic acid), NE-1530 (3'-sialyIlacto-N-neotetraose), PR 39 (L-arginyl-I^arginyl-L- 

arginyl-I^proIyl-L-arginyl-L-prolyl-I^prolyI-L-tyros5d-L-leucyI-I^prolyl"L-arg^ 

prolyl-I^arginyl-L-prolyl-L-prolyl-I^prolyl-L-phenylalanyl-L-phenylalanyl-L-prolyl-l^ 

prol>4-L-axginyl-L-leucyl-L-prolyl-L-prolyl-I^arginyl-L-isoleucyI-L-prolyI-L- 

prolyiglycyl-I^phenylalanyl-L-prolyl-L^prolyl-L-arginyl-L-phenylalanyl-I^prolyl-I^ 

prolyl-L-arginyl-L-phenylalanyl-L-prolinainide [SEQ ID NO; 1]), K130 (5-[[4-[3-[[4-[(4- 

aminophenyl)sulfonyl]phenyl]amino]propoxy]-3,5-djmethoxyphcnyl]me^^^ 

pyrinudinediaimne). PD 13831.2 ((R)- 7-[3-(l-atnino-l-methyletihyl)-l-pyrrolidinyl]-l- 

cyclopropyl-6-fluoro-l,4-dihydT0-4-oxo-l ,8-naphthyridine-3-carboxyIic acid), PD 

1 40248 (7-[(3R)-3-[(l S)-l -aminoethyl]- 1 -pym>lidiiiyl]-l -(2,4-difluorophenyl)-6-fluoro- 

l,4-dihydro^oxo-l,8-naphthyridine-3-carboxy1ic acid), CP 111905 (5-deoxy-5-[[(2E)-3- 

[3-hydxoxy-4-(2-propenyloxy)pheTiyl]-2-methyl- 1 -oxo-2-propenyl]amino] - 1,2-0- 

methylene-D-neo-inositol), Sulopeaiem ((5R,6S)-6-[(l R)- 1 -hydroxyethyl]-7-oxo-3- 

[[(lR,3S)-tetrahydro-l-oxido-3-thjenyl]thio]-4-tIiia-l-azabicycIo[3.2.0]hept-2-cne-2- 

carboxylic acid),_ritipenam acoxyl ((5R,6R)-3-[[(aimnocarbonyl)oxy]methyl]-6-[(lR)-l- 

hydroxyethyI]-7-oxo-4-thia-I-azabicyclo[3.2.0]bept-2-ene-2-carboxylicacid 

(acetyloxy)methyl ester), RO-65-5788 ((6R,7R)- 7-[[(2Z)-(5-amino-l,2,4-thiadia7;ol-3- 

yl)(hydioxyirni.no)acetyl]aimno]-3-[(E)-[(3'R)-l'--[[(5-methyl-2-oxo-l,3-dioxol-4- 

yl)methoxy]carbonyl]-2-oxo[l,3'-bipyiTDHdin]-3-ylidcne]methyl]-8-oxo-5-thia-l- 

18 



PAGE 21/33 ' RCVD AT mm 2:20:34 PM [Eastern Standanl Timel * SVR:USPT0-EF){RF-1/4 * DNIS:8?29306 ' CSID:7818610568 ' DURATION (mm-ss):06-14 



12/08/2003 15:23 FAI 7818610566 CUBIST PHAR^IA 12022 



U.S. Application No. 09/738,742 Attorney Docket No. C058 

azabicyclo[4.2.0]oct-2-ene-2-carboxylic acid monosodluxn salt), Sch-40832 (N-[[48-[l- 
[[2,6-dideoxy-3-0-(2,6-dideoxy-D-arabino-liexopyraaos>4)-D-arabiiio- 
hexopyranosyl]oxy]ethyl]-I5-ethylidene-l^a,4,5,10,l 1,12,13,14,15,19,20,21,22,28, 
29,4 1 ,42-octadecahydro-4 1 -hydroxy- 1 2,45-bis( 1 -hydroxyethyl> 1 -(hydroxymethyl)-22- 
(l-hydroxy-l-methylpropyl)-36-inethyl-51,54,57-tiis(melhylene)'3-(methylthio)- 
10,13,20,27,38,49,52,55,58-noiiaoxo-18H,27H-5a,29-(iininocthaniiTiinoethanirmno 
ethaniirunoethaiuinino[7,2]qiunolinomethanoxymethano)-9,6:19,16:26,23:33,3^ 
tetranitrilo-16H,33aH-imidazo[r,5':l,6]pyrido[3,2-m][l,ll, 17,24,4,7,20. 
27]tetrathiatetraazacyclotriacontin-l-yl]carbonyl]-2,3-didehydioalanyl-2,3-didchydro- 
alanine methyl ester stereoisomer), micacocidin A ((OC-6-26-A)-[(4S)-2-[(2S)-2- 
[(2R,4R)-2-[(4R)-4,5-dihydro-2-[2-(hydroxy-.kappa.O)-6-pentylphcnyl]-4-thiazoIyl- 
.kappa.N3J-3-methy]-4-thiazolidinyI-.kappa.N3]-2-(hydroxy-.k^pa.O>l,l- 
diinethylethyl]-4,5-dihydTO-4-methyl-4-tliiazolecarboxylato(2-)-.kappa.N3, .kappa.04]- 
Zinc), SR- 15402 ((lS,5S,8aS,8bR)-l ,2.5,6,7,8,8a,8b-octahydro-l -[(IR)- 1 -hydroxycthyl]- 
2-oxo-5-[(3S)-3-pynolidinylUTio]-azeto[2,l-a]tsoindole-4-carboxylicacid), SU>J A0026, 
TOC 39 (l-(2-aniiTio-2-oxoethyl)-4-[[(lE)-2-[(6R,7R)-7-([(2Z)-(2-atmno-4-thiazolyI) 
(hydroxyimino)acet5^]airuno]-2-carboxy-8-oxo-5-tfaia-l-a2abicyclo[4.2.0]oct-2-cn-3- 
yl]etIienyl]lhio]-pyridiaium inner salt), carumonam ([[(Z)-[2-[[(2S,3S)-2- 
[[(aininocarbonyl)oxy]raethyl]-4-oxo-l-sulfo-3-azetidinyl]amino]-l-(2-amino-4- 
thiazolyl)-2-oxaethylidene]amino]oxy]-acetic acid), CefoTOpran (l-[[(6R,7R)-7-[[(2Z)- 
(5-ainino-l,2,4-tliiadiazol-3-yI)(methoxyiinino)acetyl]amino]-2-carboxy-8-oxo-5-thia-l- 
azabicyclo[4.2.0]oct-2-en-3-yl]methyl]-imidazo[ l,2-b]pyrida2iniam inner salt), 
Cefetamet pivoxil ((6R.7R)-7-[[(2Z)-(2-ajnino-4-thiazolyl)(mcthoxy 
iTnino)acetyl]amino]-3-niethyl-8-oxo-5-thia-l-a2abicycJo[4.2.0]oct-2-ene-2-carboxylic 
acid (2,2-diinethyl-l-oxopropoxy)methyl ester), and T 3811 (des-F(6)-quinolone). 
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24, (Currently amended) The method according to claim 22, wherein said 
antimicrobial agent is selected from the group consisting of imipenen, amikacin, 
netilmicin, fosfomycin, gentamicin, ceftriaxone, teicoplanin, Ziracin f56-deacctvl-57- 
demethvl-4S-0-dea-m ethYl-l-oxoprQDvlVl2-0-f2.3.6-trideoxV"3-C-methvl^O-methvI-- 
3-mtro-alpha-L-arabino-hexonvranosvD flambamvcinV LY333328 (oritavancinl €fe 
331002, HMR36 4 7 HMR-3647 r3-derr2.6-dideoxv-3-^C-methvl-3-0-methvI-alpha-L-ribo- 
hexop\Tano$vnoxv1-lL 12-dideoxv-6-0-methv^3-oxo-12.114oxvcarbonvirr4-r44^ 
PVridinvl)-lH-imidazol-l- vnbutvl] imi non-ervtbrGmvcinV Linezolid fN-rrf5SV343- 
fluoro-4-f4-morDholin vn phenvn-2-oxo-5-oxa2olidinvnmethvl1acctamidel . Synercid 
(dalfopristin-quinupristin), Aztreonam (2-rrfZVri-f2-amino-4-thia2olvn-2-f[ r2S.3SV2- 
methvl-4-oxQ-l-sulfQ- 3-a2etidinvl1 aminol-2-oxocthvlidene1ajmno]oxv1-2'nietIwl- 
propanoic acid), and Metronidazole (2-methvl"5-nitro-- IH-imidazole-- 1 -cthanon . 

25. (Currently amended) The method according to claim 17, wherein said subject 
is selected from the group consisting of a human bf and an animal. 

26. (Original) The method according to claim 25, wherein said subject is a 

hiunan, 

27. (Previously presented) The compound of claim 1 having the formula (II): 
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wherein R is an optionally substituted straight-chain C8-Ci4 alkyl group. 
Claims 28-29 (Canceled) 

30. (Currently amended) A method of using the compound according to claim 27 
to make a compoimd according to either of claims 1 or 2 of the formula: 



21 



PAGE 24/33 ' RCVD AT 1218/2003 2:20:34 PM [Eastern Standard Time] ' SVR:USPT0-EFXRF-1/4 ' DNI8:8729306 * CSID:7818610566 ' DURATION (mm-ss):06-14 



12/08/2003 15:24 FAX 7818ei0566 CUBIST PHARMA ©025 




31. (Previously presented) The compound according to either of claims I or 2 
wherein said compound is selected from 



cpd 

# 


R 




R^ 


1 


NHCONH(CH2)7CH3 




0 NH2 

Ab 


2 


NHCONH(CH2)iiCH3 


NH2 


O NHz 


3 


NHCONH(CH2),oCH3 


NHj ^f/^ 
H 


0 NH^ 

Ab 
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5 




H 


0 NH2 

-no 


17 


NHC0NH(CH2)i 1 CH3 


H 


.0 

1 1 


48 


NHCONH(CH2)ioCH3 


NH2 


0 NH, 


56 


NHCONH(CH2)7CH3 


0 

! NHBoc 


0 NHp 
II t 


57 


NHCONH(CH2)ioCH3 


0 

1 NHBoc 




JO 


iNHUUIN n.(L.Xl2) 1 1 CH3 


0 

^Jk^ ^>s^ NMRcv 

"T* NHBoc 




62 


IN X 1^ wix n ^ 0.2 /7'wn3 


0 




63 




0 

HN ' 


0 NHo 


64 




0 

HN y 

NH2 


0 NH, 


69 


NHCONH(CH2)7CH3 






70 


NHCONH(CH2)7CH3 




0 NH2 

Ai 


71 


NHCONH(CH2)7CH3 


H 

1 


0 NHz 


75 


NHCONlI(CH2)ioCH3 


NBoc 
1 

HN'^NHBoc 


AS 
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/o 


NUCONH(CH2)7CH3 


H 


0 NH2 


11 


NHCONH(CH2)7CH3 


N 

MN ^ (1 
' H 




752 
/o 






■TO 


o / 




H 


0 NH, 


oa 






0 NH. 

Aj 


sy 


JN JiC ONH(CH2)i 1 CH3 


nn \ J) 
' H 


0 NH2 

Aj 


108 


rNHC0NH:(CH2)) 0CH3 




0 NH2 

A^ 


113 


NHCONH(CH2)ioCH3 




0 NHa 

Ail 


1 \A 


JNrl(_UM H(C a2)iov'H3 


H 


Aj 


117 


NHCONH(CH2)8CH3 


NHEfoc 




118 


NHCONH(CH2)8CH3 


NH2 


0 NH2 

Ab 


119 


NHCONH(CH2)9Cll3 


NHBoc 


Ai 


120 


NHCONH(CH2)9CH3 


NH2 


0 NHa 

A^ 



32. (Previously presented) The compound according to claim 31 whcxcin said 
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compound is selected from 



Cpd 

# 


R 


R' 


r2 


2 


NHCONH(CH2)uCH3 


NH2 




3 


NHCONH(CH2),oCH3 


T- NH2 ^f/ 
H 


0 Nhfo 


48 


NHCONH{CH2),oCH3 




0 NH2 


89 


NHCONH(CH2)iiCH3 




A^ 


118 


NHCONH(CH2)8CH3 




0 NM2 


120 


NHCONH(CH2)9CH3 


NH2 


0 NH2 

Ab 



33. (Previously presented) The compound according claim 2, wherein R is 
selected from the group consisting of: 




.200 



and 




^200 ' 



wherein each of and is independently selected from the group consisting of hydrido, 
alkyl, aryl, hctcrocyclyl and hcteroaryl, and wherein R^^ is aryl 
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34. (Currently amended) The compound according to claim 33, wherein R is 




and wherein R"* is soloctod from the group consiGting of a substituted phenyl. 

35. (Previously presented) The compound according to claim 34, wherein R is 




and wherein is chloro or trifluoromcthyl. 

36. (Currently amended) The method according to claim 23, wherein anti-folate 
agents are sulfonamides or synthetic antibacterials are selected from the ^oup consisting 
of nitrofurans, methenaminc maiidelate and methenamine hippurate. 
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